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Abstract of JP62000009 

PURPOSEThe titled highly safe and effective pharmaceutical obtained by adding an elution inhibitor to ; 
mixture containing a physiologically active substance and a specific amount or more of a unit-forming 
material, e.g. crystalline cellu lose, etc., granulating the resultant mixture and forming the resultant 
granular material into a capsule or tablet. CONSTITUTIONiThe titled pharmaceutical, consisting of a 
granular material obtained by adding an elution inhibitor, e.g. an aqueous suspension of a water- 
insoluble high polymer such as methacrylic acid ethyl acrylate copolymer to a mixture of a physiological!] 
active substance, particularly 5-[2[2-(0- ethoxyphenoxy)ethylamino]propyl]-2- 

methoxybenzenesulfonamide-hydrochlo ride, i.e. YM-12617 and >=50wt%, particularly >=70wt%, based 
on the unit, unit- forming material, preferably crystalline cellulose and granulating the resultant mixture in 
individual unit pharmaceutical and capable of slowly releasing the physiologically active substance witho 
disintegrating the granular material in the digestive tracts. 



Data supplied from the esp@cenef database - Worldwide 



http://v3.espacenet.com/textdoc?DB=EPODOC&IDX=JP62000009&F=0 



2005/05/1 2 



BLANK PAGE 



1/1 ^— V 



<19>B*iH«5fJf UP) <12> # ffr iS: ^(B2) (IJMWfflWMWW.^ 

(^5)17-72129 

(24) (44)ii©B ^7^(1995)8 1TB 



K 





S«©61 -49451 I 


C7i)&JSiA 














691061^(1986) 3 3 6 B 












M# ^ 


<65)£^3H* 






^gJJ&S^Ttn^M^ o -13-14 


(43>&«B 


^62^(1987)1^ 6 B 






(3l)Stfcl££3£#* 










0860(1935) 3 S 8 6 




SUI1205 




UP) 


(72)^®# 
















(72)^^ 
































C74)f^PA 





























1 2 
[l£33I3] ^TW&Xa^feRtfjt * * "J • T 5 {\H-I26l7il£f > t?&*$H5i££<Z>*&P£ ( 1 ) - 



<5L)brf.CL $ 
A 6 1 K 9/16 



http://www6.ipdl.ncipi.go jp/Tokujitu/tjcontentbs.ipdl?N0000=20&N0400=image/gif... 2005/05/12 



1/1 ^— V 



3 

f«s*asteofi* w&8a!&i<>i/< t*tKr£*fiff altera 

(oasT:nD inxestnnal ^ransnt tints' > tf>I50&#^tt' 

(raulnple-umts preparation} ffifahtlXl*& 20 
i^H.Bechc^ard and QM. Nielsen, Drug D^vel ,IncLphar 

m&im\t»*ix'm&L,x. &&<z>m* ®*tt < -? ^ * □ 

«it 1 1 c «? ? * * *>JW. ***ttO!Ss#*4» 

j§^§^cr> =2 - ^ > ^ i i ^ j: ^ »xsg 

aj ) ^^cfcO, fs!^im^-fe^D-A«:^s 40 

nvmxQ^^m&wsotdmft&tobtixi,** 

&B§45- 5275> . COK&lffl (^BTOS> Kfe<,^Ci*, 

vtti.*c£im*>tixi,*z. £ tc^<rA$mt&&D~ 



ft£¥7-7 2 l 29 

4 

)m£?zti^&mn<»%&xi&fc'T2>cttc<?j)iv 

t?*^o cn6ViiAniROCllSGWM(Dttlfc 
h"P^->^Pt\»Hr^n — A (l-hpc) ^>±ISx^ 



httD://www6.iDdI.nciDi go iD/ticontentbs.ipdl?N0000=20&N0400=image/gif&N0401 = . 2005/05/1 2 



1/1 V 



5 

b*^-fe,'UD-^ <hpc) . #ytrjjn?ay f> (fvp> 

ft*. -feAD-*T-b*— h-7£U- h (cap) , fc K 

P) . -rf £ * ^^^ J J^^XAf^2* 

c &$s-c* &• £ * "J m • > * * y ^k-^ * * 
?\>u 2 # y ixD^ffiWH^se*^*^ 

^,PEG600G,^^->80 (Tft-en SO) , h 

«ssB»a?r^*y±stegfe (gfcar/i'fty&iB 

r. WU*A:fU-:a>s>-y >^atf: J: S 

m*(S&*i£*£fti&,> <o.3-o.3*6fflS> ffc^5- {2 
- t£- (O-xh^^i/^V) x*;l<TS *0 *7" 



<g£¥7-7 2 129 

6 

&«WW3ttfsj^^i;t:*iRj^Kor^* y±SK 
ess, &fr9. mbfB&£tc\tctit>o> 

ii0.2^l,0s»*C£>£>o 

c© J: * «c oT$fenfci§teW*^«HH * a>*£ii, 

§ ;§aii$t*$£ a^^^cc'^aa^sB2&^F^ 
tc^D, K*op@iKSfci50rp* raJiatt/ra*SW 

mistc* ^n&2Tmim*pX'ivm9'AYu. ^^r- 

( i ) Ui* 

^i^r^^r^^C»il\ YM- 12617 
^7A: rtS^4^^^15C35a^^7^>UX^^^a 

1 0 *c * *? $ y ^ fb 1^ fe^ 5 ju mow U * A 

^rg:C.05^^^B 7-te 'J <?:3) 



http://vww6Jpdl.ncipi.gojp/1jcontentbsjpdl?N0000=20&N040^^ 2005/05/12 



1/1 ^— v 



(4) 



^£¥7 - 7 2 129 









pit 


«f><Z>\M- 
12617SJ& 








■* 


J 

20 
4 
5 


L% 

/; 

n 


uv 

tiPLC 
UV 


49.6 
50.3 
45.6 
52.4 


57.6 
66.2 


K7 

1300-35 

4 SI* 


24 


// 


EFLC 


60.4 


72.6 




6 


tt 


UV 


54.6 






8 
9 

11 


I 

If 


uv 
// 


42.7 
29.2 

K 

20.9 






12 
23 


5 

n 

a 


UV 
it 
a 


42.7 
16.2 
19.0 


41.7 
61.0 


St It 


14 
15 

22 


2 
5 

// 


UV 
a 
HPLC 


54.2 
37.5 
38.0 


90.3 
91.0 




16 


}} 


UV 


40,9 


916 




19 


t 




36.8 


44.8 




21 




IiPLC 


41.3 


442 





{ i i ) ]fr2£4» VM- i2617<7>^£#&lfiL&l . 5*l£ 

er > C'T-fe i- >jS5fto.a»i*aiit. srcr-izo^fiSJ&S 

20 SfBStGXfcfi* 1 ^ <t t-'fc $ C >® $f > - Y*l- 12517 
n8.1#,12.5#*C&-?fc. 

irr>5 p !»cd v »j * *% { « * # y * a v *rsi 

100 (fcferck) ) ^ti, 

f^ig : -^>-fe'> : £ J -}l { 100:1) 



(2> sUP^tCct&K^Xh 

(A) * 



1 




0.5 


1.0 


2.0 


3.0 


4.0 


6.0 


ao 


12.0 


15.0 


20.0 


24.0 






K 




9.9 


17.0 


2L0 


24.1 


1^.6 


15.3 


16.2 


12.3 


8.1 


7.7 


6.3 


292.6 


K 




11.4 


25.8 


18.4 


30.0 


25.5 


25.0 


24.2 


1&4 


15.3 


10.1 


8.7 


415.8 


T 




W.D. 


17.5 


17. S 


14.7 


IS. 4 


15.1 


17. i 


10.5 


8.1 


7.8 


5.8 


270.3 


F 




M.D. 


5.3 


28.0 


27.7 


23.7 


15.4 


20.4 


10.7 


7.5 


5.7 


3.7 


235.7 


S 




N.D. 


8.6 


14.9 


16.1 


16.4 


20.3 


13.1 


8.3 


8.2 


7.5 


5.4 


250.4 






4.3 


J4.8 


19.6 


22.9 


20.5 


18.2 


18.2 


JJ.6 


9.4 


7.8 


6.0 


302.9 






2.6 


3.6 


1.9 


2.9 


1.7 


2.0 


L9 


1.3 


1.5 


0.7 


0.8 


29J 



e_^jj — :./ti-r,t»„n>, ;r,^i9Mnnnn=9n«.M0400=ima?e/?if&N0401= . 2005/05/1 2 



1/1 ^-v 



TO 



& 3 W 



-7 2 1 2 9 



10 



1 


mm 


0.5 


1.0 


2.0 


3.0 


4.0 


6.0 


8.0 


12.0 


15.0 


20.0 


24.0 


MIC 
(ng • hr/ol; 




N 




2L e 


64.7 


63,8 


47.1 


39.5 


21.9 


14. e 


1LS 


9.2 


7.4 


4.5 


439.4 


K 




50.5 


78.6 


1123 


50.4 


41.8 


27.4 


25.1 


11.7 


14.1 


5,5 


3,9 


572.6 


T 




7.6 


29.9 


56.1 


41.9 


33.7 


13.2 


17.4 


9.8 


7.0 


3.7 


L9 


mi 


F 




no. 


24.4 


47.2 


42.8 


28.7 


21.7 


15.1 


10.4 


8.3 


5.5 


2.4 


331.2 


S 






15.1 


41.2 


43.0 


31.5 


23. J 


20.0 


12.1 


9.3 


4.9 


6.0 


382,6 


*** 


n.i 


42,5 


64.7 


45,0 


35.0 


21.5 


18.4 


11.1 


9.2 


5.4 


3.7 


408.4 






JO. 6 


12.3 


12.7 


1.6 


2.5 


2.3 


U9 


0.4 


1.4 


0.6 


0.7 


45.4 



<B> 

( i ) w4i o x^&mnxn ztitcsm t . *«g * * 

4 s 



(./. S^^fgK&JfiLU PIE (A) <ii) 0*2tl 

(ii> t*««4*. JH55t&jyfffc 2@«c*-r. 



1 ^ 


0.5 


uo 


2.0 


3.0 


4.0 


6.0 


8.0 


12.0 


15.0 


20.0 


24.0 


AUC % 
(ng • br/ at) 






H 


N.D. 


2.7 


16.7 


2L5 


22.1 


25.5 


2L0 


8,6 


9.0 


4.8 


3.4 


281.5 


& 


8.7 


38.1 


36.2 


25.7 


32.6 


20,0 


17.3 


11.6 


12.4 


4.6 


4.4 


355.3 


Ml 


N.fc 


ni). 


s.8 


15.3 


28. 6 


22.3 


17.4 


1&4 


10.1 


8.9 


S.6 


299.4 


N 


14.4 


23.4 


34.4 


21.1 


16.6 


13.4 


10.9 


9.3 


6.0 


2.6 


N.D. 


232.9 


EA 


N.D. 


17.8 


29.4 


27.8 


19.4 


27,8 


18.5 


18.7 


10.8 


5.1 


U5 


345.4 


WIS 


4.6 


J6.4 


24.5 


22.3 


23.9 


21.8 


17.0 


12.3 


9.7 


5.2 


3.0 


302.9 


at. 


3.0 


7.0 


5.8 


2.2 


3.0 


2.5 


U7 


1,8 


u 


1.0 


to 


22.3 



& 5 m 



1 e^m 


0.5 


1.0 


2.0 


3.0 


4.0 


6.0 


8.0 


12.0 


15.0 


20.0 


24.0 


AUC 
(ng • fer/at) 






H 




17.0 


44.7 


34.4 


2U9 


18.8 


18.2 


It. 8 


6.3 


3.2 


3.2 


2.4 


252.4 


K 


6.3 


47.9 


64.9 


34.3 


37.2 


28.2 


12.6 


8,7 


6.5 


3.0 


N.D. 


358.2 


HI 


N.D. 


Hl>. 


20.4 


26l8 


23,7 


20.8 


21.6 


7.8 


bid 


3.0 


L6 


257.2 


y 


15. J 


51.5 


54.8 


45.5 


48.7 


35.1 


18.0 


8.2 


9,9 


4.5 


3.3 


438.9 


EA 


2.8 


33.6 


49.4 


45.1 


35.1 


27.8 


26. 1 


10,4 


7.4 


6.4 


5.1 


412.7 




8.2 


35.5 


44.8 


34.7 


32.7 


2Sw0 


18.0 


8.3 


&6 


4.0 


2.5 


343.9 


SE. 


3.4 


9.4 


7.8 


4.7 


5.3 


3.0 


2.7 


0.7 


1.1 


0.7 


0.9 


38.6 



(C) 



50 



-ate* o^-^k*6 season u SflWGtews 
j&gKisifiLU ffisa (a> <ii> co^sriiii^^i^:^ 



http://vmw6JpdLncipi.gojp/tjcontentbs.ipdl?N0000=20&N0400=image/gif^ 2005/05/12 



1/1 S? 



CO 



^p7 -72 1 2 i 



i 5 =b £ C L- %i ? A *= A- 28 5 

CMC-Ca 5,0 

100 

















45,9 


57.6 


4522*s/caStej£ • 


45.9 


5$. 4 






62,6 




4L7 


57.! 



si 'i 










100 


150 


200 


1 




42.1 


45.7 


45.4 


45.3 


19 




36.0 


36.3 


36.4 


3a6 



mums 



10 



m 7 m 



4 
II 
12 
15 
16 



45.6 
32.8 
^.0 
39.5 
38.7 
18.4 



1 ^HS^tS(%) 



45.5 
37.1 
43.8 
37.5 
38,9 
21.7 



34. 2 
42.7 
29.8 

19.2 



20 ri*$fl*o 



50 



40 



1 , «fi»36) 




K* 1 | 






45.6 


A - 1 


45,4 


4-2 


46.9 


4-S 


45.3 



W- 12617 5q£ n - X 4?0q£ l> , C 



ji9Mnnon=9n^N«OA00=imaffe/€rif&N0401 = 2005/05/1 2 



1/1 ^— v 



'J 



13 



10 



^7-7 2 1 2 9 



14 



I 




2 


3 


4 


5 


6* 


7 


&3?(g) 










YM-J2617 




5 


5 


5 


2.5 


2.5 


U25 








395 


4S2.5 


472.5 


472.5 


473.75 


*4 K^'y hLS&D-55(m^) 


1SS.6 
(SO) 


333,3 
(100) 


41.7 
(12.5) 




83.3 
(25) 


83.3 

(25) 



10 

D- 55 83, 3q <&&&£Ur25Q) tC*k$:lMx.X <>Q0Qt U 

7^^tio,r-i,03w'C^) o^Co 

mum 20 



1 i1€ife#9& 

iSZSte) | 


9 


10 


11 


YM-J2817 


5 


5 


as 




460 


445 


462.5 




W 


25 


10 




S3. 3 
(25) 


83.3 
(25) 


(25) 



YW- 12617 ?Oq .. S£ H -fe JU Q — X IVOoZZ* X * -fe ^ P — 

Pit;. 



30 



12 







15 


16 


17 


18 






tt-12617 


25 


25 


5.0 


2.5 




475 




495 


497.5 































n^S^^60a <YM-12617<f;^C5q> <t$£«I,-fe,'L, D -*4 

?0qtC, ^«t44.9g/C^A,?0q r ^-t:^o-A9.7Q,CM 
^2t1^^fl?C ( 1 ^100.1jqq43YM-12617 0.2^ 

W> • 

m 13 s 



40 







21 


22 


23 








1 


wrap 




HifeflJl5 
90g 




Ml 




4&5 


64.9 


50 


^^^^^ 




28 








0.5 










70 




CHC-Ca 






10 










! 5 





http://www6.ipdl.ncipi.go.jp/tjcontentbs.ipdl?N0000=20&N0400=image/gif&N0401 =... 2005/05/1 2 



1/1 K— v? 



15 





21 


22 


23 
















200a* 





10 



C U *C A,^ 4Gq£ Jfi * r 8! J: 0 itfe "T & o Cfri 



W-12617 5q£ MHs ^ S3 - A 467 , 5q<b &+#*P--& O . 

2 . 5q> SC* <h PEG6000 2 . Sq^US^ T 500q£ 1/ fc OO&ftl 20 



16 

14 m 



1 




i 


2" 


















Mf 




66,7 


63,0 






28,6 








3.5 






1.0 


1.0 








30.0 


B) 






3,5 






100^ 



© now*. *&®v>&®tefttm smtt&m imt 

K@D£#l,:fc*©^cfctf *£»Stt*BB (w-12617) 



[*1H] 




/o-if^N0A01 = ?005/05/1 2 



1/1 s<— i? 



.'9 s . 



*|£¥7 -72 1 29 



<? a * « 




[«3ai 





70 - 




60 - 






E 






50 - 








40 - 








30 - 


« 






zo - 




10 1 



* 23> 




^p9lp:f§N03rpB&Br I - 7 5'*-^:*'*- ^^msSm^*Uj3 -15- 3 

*a»s«ssfe^3 1 -sis 



httD://vmw6jDdl.nciDi.Eojp/tjcontentbsJpdl?N0000=20&N0400=image/gi^ 2005/05/12 



1/1 ^-v 

L 



(10) «£¥7-7 2 129 



(56)»*** 6359-190913 < J P. A) 

fffi 6553- 32111 ( J P. A) 
6550-131867 UP, A> 



~r-:-v ™ in/t!ro«tp«tbs iodPN0000=20&N0400=imaee/erif&N0401= 2005/05/12 



